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AB Processes were disclosed for the preparation of polymorphic crystalline 

Form I. and Form III of finasteride (I) . 
IT 98319-26-7P, Finasteride 

RL: IMF (Industrial manufacture); SPN (Synthetic preparation); THU 

(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; 

USES (Uses) 

(process for preparation of finasteride polymorphs) 
RN 98319-26-7 CAPLUS 

CN lH-Indeno [5, 4-f ] quinoline-7 -carboxamide , N- (1, 1-dimethylethyl ) - 

2,4a, 4b ,5,6, 6a ,7,8,9, 9a, 9b ,10,11, lla-tetradecahydro-4a, 6a-dimethyl-2 -oxo- , 
(4aR,4bS,6aS,7S,9aS,9bS,llaR)- . (CA INDEX NAME) 

Absolute stereochemistry. 
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AB The invention provides a process for preparing finasteride form 

I, which comprises dissolving finasteride in a solvent, replacing 

the solvent partially or substantially completely with a nonsolvent and 

thereafter isolating finasteride form I. There is 

also provided the therapeutic use of finasteride form I 

in the inhibition of 5a-reductase, and pharmaceutical compns . containing 
the same . 
IT 98319-26-7P, Finasteride 

RL: IMF (Industrial manufacture) ; PAC (Pharmacological activity) ; PUR 
(Purification or recovery) ; THU (Therapeutic use) ; BIOL (Biological 
study) ; PREP (Preparation) ; USES (Uses) 
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(preparation of finasteride form I and its 
pharmaceutical formulation for inhibiting 5a reductase) 
RN 98319-26-7 CAPLUS 

CN lH-Indeno [5, 4-f ] quinoline-7-carboxamide, N- (1, 1-dimethylethyl) - 

2, 4a, 4b, 5, 6, 6a, 7, 8 , 9, 9a, 9b, 10, 11, lla-tetradecahydro-4a, 6a-dimethyl-2 -oxo- , 
(4aR,4bS, 6aS, 7S, 9aS, 9bS, llaR) - (CA INDEX NAME) 

Absolute stereochemistry. 
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AB The invention relates to a method of obtaining polymorphic Form 
I of finasteride. The inventive method comprises the following 
steps: (i) finasteride is dissolved in a substantially- anhydrous organic 
solvent, which is selected from Bu acetate, iso-Bu acetate, sec-Bu 
acetate, tert-Bu acetate, alkyl acetate C5 and mixts. thereof, at a temperature 
which is equal to or less than the b.p. of the aforementioned organic 
solvent; (ii) the dissoln. of finasteride is cooled slowly to a cooling 
temperature which is determined according to the selected solvent; (iii) the 
resulting suspension is maintained at the cooling temperature for a period of, 
or less than, 16 h; and (iv) the solid phase containing crystals of 
Form I of finasteride is recovered, for example, by 

means of filtration and the solvent is removed, for example, by drying 

said crystals. The method can be used to obtain Form I 

of finasteride in the unique, pure form. 
IT 98319-26-7P, Finasteride 

RL: PEP (Physical, engineering or chemical process); PRP (Properties); PUR 

(Purification or recovery); PYP (Physical process); THU (Therapeutic use); 

BIOL (Biological study); PREP (Preparation); PROC (Process); 

USES (Uses) 

(method of obtaining polymorphic form I of 
finasteride) 
RN 98319-26-7 CAPLUS 

CN lH-Indeno [5 , 4-f ] quinoline-7 -carboxamide, N- ( 1, 1-dimethylethyl) - 

2, 4a, 4b, 5,6, 6a, 7,8,9, 9a, 9b, 10, 11, 11a- tetradecahydro-4a , 6a -dimethyl -2 -oxo- , 
(4aR,4bS, 6aS, 7S, 9aS, 9bS, llaR) - (CA INDEX NAME) 

Absolute stereochemistry. 
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Polymorphic form I of finasteride was prepared by 

forming an insol . complex of finasteride and a Group I or Group II metal 
salt and the dissociating the complex by dissolving away the salt component 
with water to leave the substantially pure form I 
polymorphic crystalline finasteride. 
983 19- 26 -7P, Finasteride 

RL: PUR (Purification or recovery) ; RCT (Reactant) ; PREP 
(Preparation) ; RACT (Reactant or reagent) 

(finasteride preparation) 
98319-26-7 CAPLUS 

lH-Indeno [5, 4-f ] quinoline- 7 -carboxamide, N- (1, 1-dimethylethyl ) - 

2, 4a, 4b, 5, 6, 6a, 7,8, 9, 9a, 9b, 10 , 11 , 11a- tetradecahydro-4a, 6a-dimethyl-2 -oxo- , 

(4aR,4bS, 6aS, 7S, 9aS, 9bS, llaR) - (CA INDEX NAME) 



Absolute stereochemistry. 
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Polymorphic form I of finasteride, 17p- (N-tert-Bu 
carbamoyl) -4 -aza-5a-androst- l-en-3 -one, is produced in substantially 
pure form using the steps of: (1) crystallization from a solution of 
finasteride in a 

water immiscible organic solvent and 0% or more by weight of water, producing 
solvated and non-solvated finasteride in solution, such that the amount of 
organic 

solvent and water in the solution is sufficient to cause the solubility of the 
non-solvated form of finasteride to be exceeded and the non-solvated form 
of finasteride to be less soluble than any other form of finasteride in the 
organic solvent and water solution: (2) recovering the resultant solid phase; 
and (3) removing the solvent therefrom; wherein the water immiscible organic 
solvent is Et acetate or iso-Pr acetate and the amount of water in the 
solvent mixture is below 4 mg./mL. 
98319-26-7DP, Finasteride, polymorphic Form I 

RL: PUR (Purification or recovery); SPN (Synthetic preparation); PREP 
(Preparation) 

(preparation and crystallization of polymorphic Form I of 
finasteride) 
98319-26-7 CAPLUS 

lH-Indeno [5, 4-f ] quinoline-7 -carboxamide, N- (1, 1-dimethylethyl) - 
2, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10, 11, lla-tetradecahydro-4a, 6a-dimethyl -2 -oxo- , 
(4aR,4bS,6aS,7S„9aS,9bS,llaR) - (CA INDEX NAME) 
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Absolute stereochemistry . 
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AB The 5ct-reductase inhibitor finasteride (I) is prepared by reaction of 
17p-carboalkoxy-4-aza-5oc-androst-l-en-3-ones II [R = Cl-10 
linear, branched, or cyclic alkyl with optional Ph substituent ( s) ] , as 
their Mg halide- salts, with t-butylaminomagnesium halide, present in at 
least a 2:1 molar ratio to II, formed from tert-BuNH2 and an aliphatic/aryl 
magnesium halide at ambient temperature in an inert organic solvent under an 

inert 

atmospheric, followed by heating and recovering I. In 2 examples using II (R = 
Me), EtMgBr, and tert-BuNH2, under N in refluxing THF (12 h) , I was prepared 
in 97% yield. Also disclosed are 2 polymorphic crystalline forms of I, and 
methods of their production Dissolving I in glacial AcOH and adding H20 up to 
>84 weight% H20 gives form I, whereas adding H20 
up to 75-80 weight% H20 gives form II. 

IT 98319-26-7P, Finasteride 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(preparation and polymorphic forms of) 

RN 98319-26-7 CAPLUS 
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CN lH-Indeno [5, 4-f ] quinoline-7 -carboxamide , N- (1, 1-dimethylethyl) - 

2, 4a, 4b, 5, 6, 6a, 7, 8, 9, 9a, 9b, 10, 11, 11a- tetradecahydro-4a, 6a -dimethyl- 2 -oxo- , 
<4aR,4bS,6aS,7S,9aS,9bS,llaR)- (CA INDEX NAME) 

Absolute stereochemistry . 
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CN IH-Indeno [5, 4-f ] quinoline- 7 -carboxamide , N- ( 1 , 1-dimethylethyl) - 

2, 4a, 4b, 5, 6 # 6a, 7, 8 , 9, 9a, 9b, 10, 11, lla-tetradecahydro-4a, 6a-dimethyl-2 -oxo- , 
(4aR, 4bS, 6aS, 7S, 9aS, 9bS, llaR) - (CA INDEX NAME) 

OTHER CA INDEX NAMES: 

CN 4-Azaandrost-l-ene-17-carboxamide, N- ( 1 , 1-dimethylethyl) -3-oxo-, 

(5ct,17p)- 
OTHER NAMES: 
CN Chibro-Proscar 
CN Finasteride 
CN Finastid 
CN Fincar 
CN Finpecia 
CN Fistide 
CN MK 906 
CN Propecia 
CN Proscar 
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CI COM 
SR CA 
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DDFU, DRUGU , EMBASE, HSDB* , IMSCOSEARCH, IMSDRUGNEWS , IMS PATENTS , 
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